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-LcDflnMT. ^IIIT'O. 5«4%JKT©VIII&0>^M«j»£Jgv* , r, 2MP 
aUT<D7kmmm^TX*M?kmftM-tZZ£lZ&V. — jRsfc [5] 
[ft 3] 
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[ff*^2] m^i jc8B*ofc-jK5S; [3] ■e^an*)t^tt'f^>* ? , 
-jRa; [ i ] 
[ft 4] 



O 




[ft 5] 



Ar 

JLf [2] 
H 2 N Me 



Arli7i-il/i, ££tal tl<li2-t7fMI:gl, * ti^^p 

C»#«3] [3] , [4] , [5] , [2] T?j*3*lSft-£& 

[IS#^4] -183; [6] 
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[5*5 tf», nttl^e)5S*U ffMIgi^^. fiU ntfl-eavi/hte 
^itfA^teSrlgKo A r (i"7 ni— * fcfcl: 1 %, b < IS. 2 - 7 ^ /l/g S: ^ 

[3»#3I5] [4] 
[ft 7 ] 
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[»^6] -jR^; [7] 
Ut 8 ] 



fe«ktj f ^9fis:i»<. xiz^mmzm-fi v^n^yt^m^. i - c^a-n 

[»*3S7] — [6] , [4] , [7] T?^3*l£ffc^48><&:£tfMb 

[0 0 0 1 ] 

[0 0 0 2] 




NH 2 
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[0 0 0 3] 

3fc^Stt^9 (4-7;i/tnft) <Z>Sgjt#i£lCc^Tte, Tetrah 
edron, 56, 6651-6655 (2000), J. Chem. Soc., Perkin Trans. 2, 1339-1348 ( 
2000), J. Chem. Soc., Perkin Trans. 2, 95-99 (1978) IC £ ^X. ^ift-^tl (S) 
-3' ,4' -methyl enedioxymandel ic acid, (S)-2-naphthylglycol ic acid, (+)-tar 
taric acidK:J:S3fe^H9tf^3*iTV^S. ZtiMft<D{t&$s<Dy{i%t?S&tii<D 

[0 0 0 4] 

[$8na##8fc l <t e> £ •* z mm] 

[0 0 0 5] 

jks; [3] T'^$tis^^?g'S-r ^ >z^&Mrt-?z>mizm%2tiT /\ 
(n) ^^rx^i/^-®^'ffi(c#^.^i$sii^<MT^i r , ^fis-rs^fg 

S>S^3^»CoV^T«^reT*»ofc. M3*^^^^i:bT, J. Fluorine Chem., 
49, 67-73 (1990) Tfli, [3] CD n # 1 T^l/ hffi©#3*?Stt>f % > £ 

, *<Dvr?sT\s7twM%{mzz 7%d e nmmizi&<* mm<D^^jimmmm 

[0 0 0 6] 
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[0 0 0 7] 

[ft 9] 



[0 0 0 8] 

^»"ett, *r?jimmmw (b) «wsra«wtc«jWTi-s3i:*«^§^ me, 

x\tmm^tim^^(DT&-otc 0 ##tc, ^mmxMmn-t^-m^: [4] 

fcf, DE3819438£ Tetrahedron Lett., 30, 317-320 (1989) ^ h^^S^© 

i?ft%l^»^A r 2 (±12©-^ [8] ICfc^T, Rtt^^^/S, 

Ar^^x^i/S. sittft^tess) <z>#ii?, 3r9;i/*ts&a£fli (b) -e^fe 

Ma^ffi-e«IWT^jSClS3i:^?R©S*lTV^S (TOftST*©jg#H£ (a : b 
) ISO : 100) „ tfe, _tl3<Z>4W (DE3819438) fcj. Fluorine Chem. , 49, 
67-73 (1990) ICte, ftjg* ^ SgWm^^fttHS:^-^/ hffi ( 2 fC*;0 

Ar 2 (JiSBCD^jRsS [8] {Cfe^T, Rtt*^;i/£, Ar^^x^M, 



rA N. '\,Me 




fflfEftp 2001-3043320 



#2001—054716 



2±-Vti\iykmftM-?Z>3kft'Vte. fOflr^lT'OMt (a : b) tt, _LfB<Z)S 
^ttS&*oA r 2 (Z)#-^lCi:b^ 1 1 : 8 9tfiTl, gftfctS^M 

l- (t;H-7;i/tD7x^;i/) x^;i/T^ >£]ffvWb^i&/gT*#&£#)tcte 

«&t#<. ^mm^ i 8 o b a r nm&>Tm<. jimwm&t. Lxum^sm^ 

n) WVjm&WV<DMm& (a : b) JC^fcSl&Ptt^ffiTfg-r, 

it. t;i/h-7;i/tn^ ( 2 - yjixufa) <Z)-5JWrfittT?©aiRffi (a : b) 

T'liDliifiiT'Cllitt (a : b) ffft iffS ft Mfc* 1 - ( 

[0 0 0 9] 

:=.;!/* *;i/4r h^fc^WT^ >&Sfttt^#T, Btt7fcl§-o "f £ .r £ (c J: y 
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-eo. 5MA%PAT(DvuiM<Di&mMm. mzrt*? 2±mm*:m^T. 2mp 

[0 0 10] 
[0011] 

[ftio] 



A 1 




[0 0 12] 
f&fc*., -JR^: [3] 

[0013] 
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[ftll] 



Ar 



N 



Me 



(F)n' 




Me [3] 



[0014] 

[5£pK nttl frP> 5 ftMomn&nZUZo fib, njJtlWhffi 

&Bft<. Arli7i-;i/S, 1 &L<&2 -^7^-;«£StU *tt^r 

-rsrttcj: y, -jRjS; [4] 

[0 0 15] 

[<b i 2 ] 



Ar 



HN 



Me 




[4] 



1 0 
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[0 0 16] 

jKsg&^i*] "emstis^?sttrURT^>ic3egiL, t-»r^ >£4 o°cj^ 

[0 0 17] 



[0 0 18] 
[0019] 

-jK^: [3] T^3*is^Mf£>f s -JK^C [l] 

[0 0 2 0] 



[fU3] 




[5] 



1 1 
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[ft 1 4 J 



(F)n 




Me [ 1 ] 



[0 0 2 1] 

[5£tfi, nlil*f,5S«U ffi*©««lfi:gS:i:«. fib, n^lt^hfi 
T'^$tl§ 7^/*D 7:n=.;i/*^;i/>r }> Z/H. —f&& [2] 
[0 0 2 2] 
lit 1 5 ] 



[0 0 2 3] 



Ar 



H 2 N 



Me 
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[0 0 2 4] 

tt&mi*. [3] , [4] , [5] . ±&iz [2] -e^snsffc: 

[0 0 2 5] 

[6] 

[0 0 2 6] 
[ft 1 6 ] 




[0 0 2 7] 

£ <fctf>H9&&Bfc<. ArK7x-;H, £ fete 1 L < 2 -^V^^m^m. 

[0 0 2 8] 
Sfc, #1818 tt> -jH^C [4] 
[0 0 2 9] 
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[0 0 3 0] 
[0 0 3 1 ] 

-JR^C [7] 

[0 0 3 2] 
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[ft 1 8 ] 




NH 2 



Me [ 7 ] 



(F) 



n 



[0 0 3 3] 
[0 0 3 4] 

«§EP!&, -JR^J [6] , [4] , [7] Tf^StlSft^CDli 

ttft^tf, R#*fettS»T?»S_ta3©ft-^WT^S 0 
[0 0 3 5] 

f^-T^6rt$:##il, 2, £<fct>*H»lj6, 7, 8*et5!e>2MCLfe. - 
tt60^$:^0^-l{:i^ftt (run2, 3, 4, 5, 6 tt, 
2, HIM 6, H^8<Z)M^C*f/&) „ 

[0 0 3 6] 
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mi] 



Ph 

^ NH 
HN Me Pd/C ,H 2 ^J^ kt 



run sub. 

(a.c. 2 -) 


M Pd/C H 2 
(mol/l) (wt.% as Pd) (MPa) 


temp. additive 
(C) (ratio vs. MeOH) 


time 
CO 


conv. (%) 


1* o-F# (S) 


0.01 


2 


18 


25 


AcOH (1/3) 






2 p-F# (S,R mixture) 3 * 


0.01 


2 


7^3 


25 


AcOH (1/3) 


21 


43 
(1 : 99) 


3 p-F# (S,R mixture) 3 * 


0.01 


2 


7^5.5 


25 


AcOH (1/3) 


21 


72 
(1:99) 


4 p-Fft (S,R mixture) 3 * 


1 


0.123 


0.5 


60 


non 


21 


73 
(1:99) 


5 p-F^ (S,R mixture) 3 * 


1 


0.05 


0.5 


100 


non 


21 


84 
(1 : 99) 


6 p-Fft (S,R mixture) 3 * 


1 


0.075 


0.8 


60 


non 


21 


72 
(1 : 99) 



*DE3819438tf>Hi6R 2 * absolute configuration, 3 *S : R = 93 : 7, ''DEfifiBTOlJitt, 5 *»R^ 



[0 0 3 7] 
[0 0 3 8] 

2MP a &>T<Dfrm&mfS,TVtiB*m&M't Z> J: y^Mffil - (7^/* 

[0 0 3 9] 
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[0 0 4 0] 

•ttefr>*>. [i] vB£nz>7)i*u7 x.—;\s*^ji>r byt — [ 

[0 0 4 1 ] 

[2] > i: LTli, 1 -7xi;Hfjl/7 

^ 1-1* -t7fMf^/75X 1-2' 
Jf&tlS. ^©cfJ-etj, 1 -7i-fl/Xf^7^ >&&T$ 1 - 2' 

[0 0 4 2] 

-JR^: [2] T?^3*iS3fc^?Stt-»r^><JDftffiSi±, ji^ii-^ [l] 
«fc<, i~i o*e;i/SSjW*l/<, 45ic, l ~ 5 ^;i/^4^<fc lv*. 

[0 0 4 3] 

*iRjcStt, JR^ Ci] V7*2nz>-7 a ? ji*?- jiv by £—f$3L&, [ 

[0 0 4 4] 
[0 0 4 5] 
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[0 0 4 6] 

io-A>77-^>iww, iftgft, ^m, v>m. &itmm* mm. 

[0 0 4 7] 

*fLT. ttjK*ftffl , rtl«J:<, 0. 0 0 1-0. 9^;i/^*£W£ L<, #IC 

, o. 0 0 5-0. 5^;i/^M#<j: i/V^. 

[0 0 4 8] 
[0 0 4 9] 

[0 0 5 0] 
[0 0 5 1] 

t-fcfc^ m-iftST?SS3tLfc-JK^; [3] T*m2ftZ>yt¥m'ft-( $ y*j\4 

[0 0 5 2] 

K^-f K5t7c3Wil bTJ£, (i-Bu) 2 AlH, (i-Bu) 3 Al, [ 
2, 6- (t-Bu) 2 -4-Me] Al ( i - B u ) 2 , L i A 1 H 4< LiA 
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1 H (OMe) 3> LiAlH (O - t - B u) 3 , NaAlH 2 (OCH 2 CH 2 
OCHg) 2 ^©7^5-9AA>f K5>f K^, Vft^y* BHg-THF, B H3 

■.SMe 2 , BH 3 -NMe 3 , 9-BBN, N a B H 4 , NaBH^CeClg, 
LiBH 4< Zn (BH 4 ) 2 , Ca (BH 4 ) 2> Lin-BuBHg, NaBH ( 
OMe) 3 , NaBH (OAc) 3, NaBHgCN, E t 4 N B H 4 , M e 4 N B H 

(OAc) 3, (n-Bu) 4 NBH 3 CN, ( n - B u ) 4 N B H ( O A c ) 3, 
Li (s-Bu) 3 BH, K(s-Bu) 3 BH, LiSiagBH. KSiagB 
H, LiEtgBH, KPhgBH, (PhgP) 2 CuBH 4 , ThxBH 2 , Si 
a 2 BH, #-T-=2-;i/tf^>, IpcBH 2 , I p c 2 BH^-^>)l;W h*7^ 
K3*u Et 3 SiH, PhMe 2 SiH, Ph 2 SiH 2 , PhSiHg-Mo (C 
O) g^E©*^ K^-f F&^tfmf "b*l£o L i A 1 H 4 . V 

Tji^y. NaBH^itfLiBH^WiK. #JC L i A 1 H^itfN a 

[0 0 5 3] 

A>f K5>f KSMOftMitt, Iftt-t^ [3] TZi&Zti&ybmm&J S 
>lC*fbT, 0. 2 5^;i/^*J^±ffiffi-rtl«i:<, 0. 2 5~10^l/SI^ 
L <, 0. 2 5~7^;i/^i#J: Lv> 0 

[0 0 5 4] 

n-/^>#>, n-/\^-9->, c-/\3f-tf-> % n- 

^^*>^©fliJK^-ft;*lll^, h;i/x>, 

x#y-;K n-yn;U-;K i-^n/V-^cr^n-^, Bfi&« 7 
;k i -^.n/w u<> flic, fh7tKD77>, *#y-;t/> x 
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t> i± T ffi V * £ 3 i: ifi t§ § 0 
[0 0 5 5] 

M&tt&tt, -100~100TC7f&»J, - 8 o~8 o°cftW£ L<, #ic, 
- 6 0-6 0 1C#«fc LV^ 
[0 0 5 6] 

[0 0 5 7] 

^wofgHiiSfc^r, [5] -e^sns^nsffii- 

[0 0 5 8] 

tt3tt>t>. m-i&nT*mmht=.-M& [4] x^^ti^^^tt— mr^y* 

a 

[0 0 5 9] 

Mii-y^JV, ^*--y>r)l. &±tf% i 7*- — y>T)\s*$<D — v>r)\,M l M. 
o s; Ail, 4 U Aif©^ u s> * AMI, A 9 ^ ^A/?Sft^, *Bft-fb 

a ^ ^ * a, a ^ s? ^° v u/mm.* u ? a, a ^ v t> a /mm * t> 

Bft&. ;^ 7 f A/Ii;\' 'J A - ^ ; y >, A=y w<u/yjv$ -r. 



2 0 
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A, ^dd (^7x-Mx7^;) a^^a, ^nn C 

tfx (y7i-^x7-f;) :c#>] a^^a, y^on [i v 3-tr* ( 
i/'7ii;i/^7^ y ) ^n/\°>] A^tfA, ^^dd [l, 
x-;i/^7^;) a-^^a, yyuu (1, 

>) a^£??a, *?9uu [t^ by ] a^^a, ^on [ 

tfX (T-feh-bU;i/) ] A^S/^A, [tfX (MJ7i-jI/^70) 

ffij^ 33 «fc A ^ s; A /m&feifi J: y # * L V > . d;tX«btf>®TO±, M * i(B 

0. l~5 01I%t*»J, 0. 5-3 0SS%##* L<, 4#tC 
, l -2 01I%*U y^gF* lvn 0 'jRy»v%©££tt&iff&§fc«>K:, * 

[0 0 6 0] 

viii&<z>&M«MK0>te;B*tt, iifflrtt-jR^; [4] Tf^StiS^^tSffizuRT 

^>JC*fbT, -&MSI»T?0. 5li%£<Ttfe'J, 0. 0 0 1 — 0. 4ii% 
2>W£L<> #&C, 0. 0 0 5-0. 3S*%#«fc y#*uv\, 
[0 0 6 1] 

[0 0 6 2] 

ftm&lt. 2MPa«TT'*iJ < 0. 01-1. 5MPa^W*t<> #tC, 
0. 0 5~ IMP a #J: y#* UV*„ 
[0 0 6 3] 

@zm£n&ffiMt. LTtt, n-^>#>, n-/\^rif>, c-^^if>, n- 
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* >*$<DmB&mm4t7km&* bjv^y. **/u>* ztsi-vym 

(D^^m^ty^m^. s;x^;i/x-^;k fh7tFD77>, t-y^iv*?- 
;i/x-^;u, ^£>x-^;i/ 9ft, B^x^;k lE&n - :/^;i/^coxx 

*#y-;i/> x^y-;b, n-yfn^v i-^n;v-;i/f©7 

l^iE, p - l o r-^.;i/^>^^©^'[S7K^^ 

tM^W e>*i<g>„ ^©tpTtK h;i/x>, TO^;i/> x#y- 

[0 0 6 4] 

MS^Hli, 4 0lCJM±tfe l J, 4 0~2 0 0TC#«F* L<, #tC, 4 0 — 1 
5 CCtfJ: LV\„ 
[0 0 6 5] 

[0 0 6 6] 
[0 0 6 7] 

mmmiz.mLt=.mmm. wm&n-e<Dmm& (a : b) . vr^u^-it 

&£T$yt¥mmt. *r?A/GC (CP-Chirasil-Dex CB) IZ£ 
[0 0 6 8] 

h;i/X> 2 9 m 1{C, ^ # - 7J]/*U 7 n—Jl*^J]sSr h > 4. OOg (2 
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8. 9 6mmo 1, 1 e q) , (S)-l - 7x-Mfil/7^ y 3. 8 6 g 
(31. 85mmol, 1. 10eq) £.mtM®l 0. 12g (0. 88mm 

oi, o. 03 eq) *mML. i5nr4fiiib, wizl-? j -y • 

th'JfAT^iU tilt. Jt^ffrfeiU TfB^; 

[0 0 6 9] 
[ftl9] 

£h 
N^Me 
Me [3a] 




[0 0 7 0] 

T'Bzn&yb^m^ $ y (3 a) <nm$imm 7. 4 6g^„ 

3f^;i/GC{CJ: U&5tU 10 0°/offeofc„ 
! H-NMR (TMS, CDCI3) : 1. 53 ( d , 6. 6Hz, 3 H) , 2. 
25 (s, 3H) , 4. 83 (q, 6. 6Hz, 1 H) , 7. 0 0 - 7. 6 5 ( 
Ar-H, 9 H) . 
[0 0 7 1 ] 

22mliC, mt&Ml ^ y (3 a) GDffl£ 

f&m 7. 46g (28. 96 mmo 1, 1 e q) &jgfl¥U 0 °C fC#£|J^, 
J^fttf^iii^- h U ?A 1. lOg (2 9. 0 8 mmol, 1. OOeq) £#t! 
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[0 0 7 2] 
[ft 2 0 J 




[0 0 7 3] 

TZB2tl&ft¥m&~my$y (4 a) ©ffl£j£i» 7. 0 8g^#fc s 5|g£j& 
%, S S : S R= 8 6 : 1 4 *I?&ofco 

S SCD 1 H-NMR (TMS, C D C 1 3) :1. 25 (d, 6. 8Hz, 3 H) 
, 1. 28 (d, 6. 8Hz, 3H), 1. 57 (br, 1H) , 3. 40-3 
. 55 (m, 2H), 6. 80-7. 45 (A r — H , 9H). 
SR© 1 H-NMR (TMS, C D C 1 3) : 1. 33 (d, 6. 8Hz, 3 H) 
, 1. 35 (d, 6. 8Hz, 3 H) , 1. 57 (br v lH), 3. 70-3 
. 80 (m, 2H) , 6. 80-7. 45 (Ar-H, 9H). 
[0 0 7 4] 

[«M3] - y;i*ufa/M7kmftM 

1. 5m lie, mmm2T*m&Lt=.yt¥'&&=.mT$y (4a) 

3 7 5 mg (1. 54 mmo 1) H 5 V V (5 0 
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M*%37K) 6. 9mg (Pd^LTO. 0 511%) £#U;t, TKiflffifcO. 

[0 0 7 5] 
[fb2 1] 



[0 0 7 6] 

•z? a* 3*15 (s) - l- (*#--7)iJtw7 3i—;]/) ^)vr^y (5a) am. 

m&f&mommm. «»T&ft'©iM (a : b) nyt^mmit 

, 3f^;bGC{Cj: iJ^gU ^^1^4x5 8%, a : b = 0 : 1 0 0, 72%ee 

L H-NMR (TMS, CDC 1 3) : 1. 40 (d, 6. 6Hz, 3 H) , 2. 
80 (br, 2H) , 4. 10 (q, 6. 6Hz, 1H) , 6. 86-7. 42 
(Ar-H, 4H). 
[0 0 7 7] 

hJV^Ly 1 4 5 m 1 IC, A7-7^n7x-jMfMh> 2 0. OOg 
(144. 7 8mmo 1, 1 e q) , (S) - 1 -7x_;i/Xf jl/T^ > 19 
. 3 0g (1 5 9. 2 7mm.ol, 1. lOeq) £.&1tMtb 0. 60 g (4 
. 4 0mmol, 0. 03 e q) £?§fl?U 1 9 B£ISfln|ia£»g U i'J£ir£7K& 

ta, 1. 5 N^tr^^-^ATK^^ 3 m, *-eiia^Lfe. EUR^mgi* 




NH 2 



[5a] 



2 5 



ffiIiE# 2001-3043320 



#2001—054716 



[0 0 7 8] 



Ut 2 2 ] 



Ph 



N 



Me 



F 




Me [3b] 



[0 0 7 9] 

■e^^ti^^^Mtt-f ^ y (3b> <Dm*£f&m 35. oog&ife, m&mm 

* H — N M R (TMS> CDC1 3 ) : 1. 53 (d, 6. 6Hz, 3 H) , 2. 
25 (s, 3H), 4. 82 (q, 6. 6Hz, 1 H) , 7. 0 0 - 7. 5 0 ( 
Ar-H, 7H), 7. 8 0 - 7. 9 0 (Ar-H, 2 H) . 
[0 0 8 0] 

* # J 120mlt;, ^»J4 T?SK3iLfc^tSI£>f ^ > (3 b) ODffi 

35. OOg (144. 7 8mmol, leq) 0°C{C#£P 
tfL ^^-fb^^^^- h U 7 A 5. 5 0 g (145. 39 mm o 1 , 1 . 0 0 e 

[0 0 8 1 ] 



2 6 
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[0 0 8 2] 

•e^3tl'*^?Sffin3RT^> (4b) (?)m£.&c<V>) 3 5. 3 4g£#£ 0 
0%, SS : SR=9 3 : 7'7&ofe. 

SS(7) 1 H-NMR (TMS, C D C 1 3) : 1. 24 (d, 6. 4Hz, 3 H) 
, 1. 27 (d, 6. 4Hz, 3H) , 1. 60 (br, 1H) , 3. 4 5 (q 
, 6. 4Hz, 1 H) , 3. 49 (q, 6. 4Hz, 1 H) , 6. 90-7. 5 
0 (Ar-H, 9 H) . 

SR© 1 H-NMR (TMS, C D C 1 3) : 1. 32 (d, 6. 8Hz, 3 H) 
, 1. 35 (d, 6. 8Hz, 3H) , 1. 60 (br, 1H), 3. 74 (q 
, 6. 8Hz, 2H) , 6. 9 0 - 7. 5 0 (Ar-H, 9 H) . 
[0 0 8 3] 

[HM6] rt5-7JV*Ufc/'iKl7kMftM Is run4[CM) 

*2S-JU 1. 5ml(C, HJ6M5t?SS3iUfc^?gffi— 17^ y (4 b) 
3 6 7mg (1. 51mmol) t 5%;t5i?9V?SttK (50 
fi*%^K) 18. Omg (PdhbtO. 1 2 311%) £#D;L, 

0. 5mp a fcig^L, 6 otct2 1 mmmwvr=. a TO7i^t7^ bmm 



2 7 
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[0 0 8 4] 



Ut 2 4 ] 




NH 2 



Me [ 5b ] 



F 



[0 0 8 5] 

Testis (s) - l- (; , (7-7JWn7i-W ji^jvy^y (5b) ©ffi 

ffl£/£4fc(Z>&iMs, SJWT&ST?©aiRtt (a : b) 
, 3r^;i/GCtC<fc »J&5£U -e4x-?tl7 3 %, a : b = 1 : 9 9, 8 6%eef 

1 H-NMR (TMS v CDClg) : 1. 39 (d, 6. 6Hz, 3 H> , 2. 
10 (br,. 2H) , 4. 11 (q, 6. 6Hz, 1 H) , 7. 12-7. 38 
(A r -H, 4 H) . 
[0 0 8 6] 

IMMfflU rt : 7-'7)l*Ufo/to7kmfrM (m~ 1. run5CM) 

i. 5mi tc, mmm5T?m&isfcyt¥ffi'&r.ffi.T$ > (4 b) 

3 6 5mg (1. 50mmol) £ 5 % ^5 ^ A/Mtegt ( 5 0 
**%#*) 7. 3mg (PdtlTO. 0 5li%) fcfln*, *KStffi£0. 

[0 0 8 7] 
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[it 2 5 ] 




NH 2 



Me [ 5b ] 



[0 0 8 8] 

-e^£*i£ (s) - l- (A7-7Mn7i-;i/) 3i^jvy*y (5 b) ©ffi 

£.j&mzmfc a m^mm^mm. ^jwfM-e©a!^tt (a : b) £^*s&w: 

, ^7^GCtC<t »J8i£j£U -etl-ftl 84%, a:b=l:9 9, 8 6%eet 
[0 0 8 9] 

CHJ6M8] 7;b*n#/ijn*^^» (^- 1, r u n 6 CM) 

**S-Jl 1. 5mlC, ^Jfi«5-eSS3tLfc3t^?Stt— IRT^> (4b) 

fflffl» 3 6 5mg (1. 5 0mmol) £ 5 *; ? A/M'f£j^c ( 5 0 

11. 0 m g (PdhLTO. 0 7 511%) SriD*.* ?Kiiffi£ 

0. 8MP a fcK£U 6 0tT*2 1 Ifllfflfe. H/S*!m££1z9>f h»i« 

[0 0 9 0] 
[ft 2 6 ] 




NH 2 



[5b] 
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[0 0 9 1 ] 

T'B-£nZ> (S) -1- (A7-7Mn7i-JV) x^-;i,7^> (5b) (Dm 

$L&m*mt=.o m&f&m&^mm. fifeitoi^tt (a : b) t^mmi* 

, ^Jl/GCfCi: *J&)tU ^4x^*17 2%, a:b=l : 9 9, 8 6%eet' 
[0 0 9 2] 

C^J6M9] 3, 5 -^^;i/^-n^/fl^^ 

h;i/X> 1 9 m U:, 3, 5-i/7;i/t07i-Jl/^f;i/>!rh> 2. 99g 
(19. 1 6 mmo 1 , 1 e q) , (S)-l -7i-;i/Ifjl/7^ > 2 . 5 
7 g (2 1 . 19 mmo 1 , 1 . 1 1 e q) 0. 0 8 g (0. 5 8 

mmol, 0. 03eq) SrfgJWU 16f^M&5i$fEU i4t5*&f>f - 

. 5Nifrf[:7:/^-tf A*i8ift-e3lIU **^liaSfe^Lfco EU&^flMm, 
[0 0 9 3] 



[ft 2 7 ] 



Ph 




Me [ 3c ] 



Me 
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[0 0 9 4] 

•vBtznzyt^m&j $ y o c > <Dm£.&.ys 4. 9 8 g*nt=. a mzzfitmo 

! H-NMR (TMS, CDC 1 g) : 1. 52 (d % 6. 6Hz, 3 H) , 2. 
2 3 (s, 3H) > 4. 82 (q, 6. 6Hz, 1 H) , 6. 7 7 - 6. 8 6 ( 
Ar-H, 1 H) , 7. 12-7. 48 (A r — H, 7 H) . 
[0 0 9 5] 

immmioi 3, ^-vy^u^/^n^ 

*ZJ-)\s 16m 11C, HM9 "rSS3£Ufc3fc5ft*gtt>f ^ > (3 c) <D5fi£ 
4. 98g (19. 1 6mmo 1, leg) £?§#?U 0°C&C#£P=^, tK 
Sft^Cith'J'i'A 0. 73 g (19. 3 0mmol, 1. Oleq) 

[0 0 9 6] 
[ft2 8] 

Ph 

HN^Me 




[4c] 



F 



[0 0 9 7] 

T?j*3tlS3fe^tStenJftT$ > (4 c) ©ffi^ife 4. 9 4g^fc„ ffl^fiR 



ffl$E# 2001-3043320 
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%, S S : S R = 8 7 : 1 3 T?& o 7c D 

SSC^-NMR (TMS, CDC 1 3) : 1. 22 (d, 6. 8Hz, 3 H) 
, 1. 28 (d, 6. 8Hz, 3H) , 1. 52 (br, 1H) , 3. 48 (q 
, 6. 8Hz, 2H) , 6. 5 8 - 6. 8 3 (Ar-H, 3H) , 7. 12-7 
. 3 7-(Ar-H, 5 H) . 

SR© 1 H-NMR (TMS, C D C 1 3) : 1. 3 1 (d, 6. 6Hz, 3 H) 
, 1. 35 (d, 6. 6Hz, 3 H) , 1. 52 (br, 1 H) , 3. 73 (q 
, 6. 6Hz, 1H) , 3. 76 (q, 6. 6Hz, 1 H) , 6. 58-6. 8 
3 (Ar-H, 3H) , 7. 12-7. 37 (A r — H, 5H). 
[0 0 9 8] 

[Hlftli 1] 3, 5-z?7;\,*ufo/M?iimftM 

%%J-)V 1. 5 m ItC, 1 0 t'li L fe^f ?Stt^i7 ^ > (4 c 

) <Dffl£j&#> 3 9 4 m g ( 1 . 5 1 mm o 1 ) £ 5 S?9A/?SffiK ( 5 

0M;%-g7fO 7. 8mg (PdtbtO. 0 511%) SrfltlX., *^flES:0 
. 5MP aJC&jeu 6 0iCT'2 1^1#bt o KJ&#F7?R«:-fe^>f h»ift, 

[0 0 9 9] 



[0 10 0] 

Tf^StlS (S) -1- (3, 5-i/7Mn7i-jl/) x^/l/T*> (5 c) 



[ffc2 9] 




NH 2 



Me [5 C ] 



3 2 
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(Dm$.m®zmfr a m&&,m<?>&mm+ wm&mwmmvk U : b) tyt^n 

§lit. Z-^ftG CtC J: U^gL, Ztl^tn 9 %, a:b = 0: 1 0 0, 74% 
e e "Zr&o £:„ 

X H-NMR (TMS, CDC 1 3 ) : 1 . 38 ( d , 6. 6Hz, 3H) , 2. 
60 (br, 2H) , 4. 09 (q, 6. 6Hz, 1H) , 6. 60-7. 00 
(Ar-H, 3 H) . 
[0101] 

[##M1] rt<7-7Jl*Uft/M7ltmftm CM- 1, run2») 
*Z J 112. 5ml fcffg* 37. 5 m UC, 5 T?«K3gbfc3fe3* 

ffiffi-i7^> (4 b) 3 6 5 mg (1. 5 Ommo 1) h 5 %A 

^tfA/JSttSt (5 0Sfi%-£*) 3 0 0. Omg (P d t LT 2li%) 

#3gffi&7MP a tC»£U 2 5 TCT? 2 1 Wm&WLtz. (SlSJKFT^© 

[0 10 2] 
[ft 3 0 ] 



[0 10 3] 

(S) - i- (y\°^-7;i/^-n 7 jc— i^75> (5 b) <z>ffl 

ffl^e>©3Eift^s, «fWTf£fiT?©a*fitt (a : b) tytmmm* 

, 3f^;i/GClCj: -€"tl^tl4 3%, a : b = 1 : 9 9, 8 6 % e e 7? 

[0104] 

[##«2] ^^-7^^-n^/i07Kai^jS¥ (*- 1 , run3{C*fJE5) 
**y-7l/112. 5mUii 37. 5ml(C, ilM5T^Ibt)tf 




NH 2 
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ffi'\£=lffiT (4 b) CD3|g£j&#f 365mg (1. 50 mm o 1 ) £ 5 %/\° 

(5 01I%M) 3 0 0. Omg (P d i: It 2ii%) 
fc^*, ?Kfitffi£ 7MP a ICfgJtU 2 51Ct2lM^Lfc (MSjf&TB£<Z) 
l*Jffi«5. 5MPa) „ TO7l$:t7^ »|g. K3?fS«IU TfS^ 

[0 10 5] 



[0 10 6] 

75^£*i£ (s) - l- o^5-y)v*u y^~)\y) ^jir^y (5 b) ©ffl 
ffl£j£#J<Z)^gl^, 3JWrMT?<z>j8IRffi (a : b) ^^^M-Stt 
, =Sf^;i/GClC «fc *J#beU ^ 4x^*17 2%, a : b=l : 9 9, 8 6 % e e T? 

[0 10 7] 



[ft 3 1 ] 




NH 2 



[5b] 
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mm] 
[mm: 

-Target y#e>*is«^?gffi>r s K^>r Kansas: jbv*t*3f3Stc 

ST, MifeO. 5M*%J«T©VIIIi£<B£M««&;Bv*T, 2MPaJ£*T 



1 
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ffi I A 



8iS(I## [000002200] 



1. ^M^MB 1 9 9 0$ 8^240 

ft £ ay h^Jim^ft^tt 



i 
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